PCT 



nntoftm earn 
m n * m m 



(51) BB£ftff#«7 


Al 


(11) IMft 


WO00/61097 


A61K 7/48, 7/00, 7/06, C07C 233/18 










(43) SSS^&BB 


2000^10^ 19 0(19.10.00) 



(21) sisms#^ 

(22) assusB 

(30) GEifclix-* 

^^^l 1/101076 



PCT/JPOO/01383 
2000^3^ 8 0(08.03.00) 



1999^4^ 8 0(08.04.99) 



JP 



(71) mmA (*H«ri»<i-^<T^»ftia^ov^-c) 

?E3E«cSfttt(KAO CORPORATION)[JP/JP] 

T 103-8210 jOC«**KB*«»»"nTB14»10* 

Tokyo, (JP) 

(72) *3*rjt 

(75) S93#/fciJ§IA (#HfcOV*T<D*) 
£»E9l(HOSHINO f Masahide)[JP/JP] 
V^fttiKSUGAI, Yoshiya)[JP/JP] 
*.UjW«:(KAMEYAMA, Akiyo)[JP/JP] 
*#»*fe(SAITO, Hiroaki)[JP/JP] 
Bj»«filJ(NISHIZAWA f Yoshinori)[JP/JP] 
fa* ft(TAKAGI, Yutaka)[JP/JP] 
T 321-3497 «**»*Wm*"T*ffl2606 
«i«c«Att W^Bfrt TochigUJP) 



(74) ftMA 

^S5f p ^(ARUGA, Mitsuyuki et al.) 

T 103-0013 JK*»**KB*«A#BT1TB3»6* 

*H tVV Tokyo, (JP) 

(81) JgSS CN,JP,US, BMtiflfflF (DE,FR,GB) 



(54)Title: EXTERNAL PREPARATION COMPOSITIONS 

(54)3593 ftmtmtit* 



H 

2 1 

R— O — R —N- 



O 

-C-R 3 - 



O H 

II I 2 , 

-C — N — R — O — R 



(1) 



External preparation compositions containing diamide derivatives represented by the general formula (1): wherein R represents 
optionally hydroxylated and/or alkoxylated linear or branched d.22 hydrocarbyl; R 2 represents linear or branched divalent C,. ]2 hydrocarbyl; 
and R 3 represents linear or branched divalent C M2 hydrocarbyl. These diamide derivatives (1) essentially improve the water retention 
function and barrier function of the homy layer, are excellent in blending properties and blending stability and can be produced efficiently 
and economically. 



ho oh 

R 1 — O— R 2 -N — C-R 3 C — N" — R -O R (1) 



PCT^X-^i^T^HStvSBIRajBI^^^Uy Jlll««**LfcIcrJJDMt:IW»r«fc»l-*« Sift**- K(#%m«) 



A E T7^S®ai» 
AG 

AL T^<=T 

AM TAst—T 

AT *-*MJT 
AU *h7UT 

az r-tf^/^^-r ^ 

B A #X=T • ^/^^*=f^r 

B B '<;U'< K* 

B E *</H¥— 

BF ^t'77V 

BG 

B J 

BR 7?-^ 

BY *<J*— S/ 
CA 

CF ^77!)* 

CG avsf— 
CH 

CI 3— hS^9?T— A- 

CM > 

CN *g 

CR • V X 

CU /< 

CY *^o^ 

CZ f*?^ 

D E hV ? 

DK 7 s-*— 9 



DM 




KZ 


DZ 




LC 


EE 




LI 


ES 




LK 


F I 




LR 


FR 




LS 


GA 




LT 


GB 




LU 


GD 




LV 


GE 




MA 


GH 


if—t 


MC 


GM 




MD 


GN 




MG 


GR 




MK 


GW 






HR 




ML 


H1J 




MN 


I D 




MR 


I E 




MW 


I L 




MX 


I N 




MZ 


I S 




NE 


I T 




NL 


J P 


B* 


NO 


KE 




NZ 


KG 


*/^¥^^> 


PL 


KP 




PT 


KR 


its 


RO 



*-f'7*9> RU 

-t^h/u^-T SD 

>)t^y'>a^/> SE 
*U • SG 

«M!)7 SI 

uy h SK 

y hr^r s l 

/w^t^7*;ur SN 

sz 

*D7= TD 

TG 

^K!/7 TJ 
-T?jt*i3fr TM 
•v>r K— T!B^-=^^7^^T TR 
£*>S TT 

-*>y tz 

q&^sf/u UA 

^-y ug 

■77^ US 

uz 

=v?x-/U YU 

ZA 

/-/u^*- ZW 
- ^-?^K 

tfOU h #*< 



is 3- 7 • V** 
X7i/7> K 



WO 00/61097 



PCT/JPOO/01383 



m m » 

*m«A«, 5feicA»i©/xuT-«iB***Wfc:Bk# mao -r*» 

UT, TK-HKsS; (3) T«to**l575 KWWt^ 
*rt-*M^ffl»»*«*Lfc (»W¥4- 1 2 8 2 5 6^&$fi) . 

R a O— CH 2 
0 CHOH 
RX) — R b — C — N — CH 2 

CH 2 CH 2 OH 

R'ttTK^JR 1 ?. m^S5: 1 0 ~ 4 0 ©atffcgL < te^KIM^tSfn^L < tt^Ffiaft 

1 



WO 00/61097 



PCTYJPOO/01383 



boys Fmmftom&izte. £»»©gjs*#Rtu ^wicsbbh*^ 

*»93tt, &<B-jR5£ (1) : 

HO OH 
R — O — R~— N C-R 3 C — N — R*— O — R (1) 

<D%mxi*ftt&&<Dzzm<Dmt7i<.mm&7skL. r s «, i 4 2 ©mx 

*f693Wu (2) : 



2 



WO 00/61097 



PCT/JP00/01383 



HO OH 
R — O — R"-N C— R 3a C— N— R--0— R 1 (2) 

E*5ff§& 1 ~ 2 2 ©H«Xtt»R«l©Kfl2***twL. R 2 te, 1-12 
•>*7=H^ (1) Rtf (2) fc£V>T, R'te, kl^D^ySMC,- 

umxteftt&mnTj^jim&tfrz l ^„ c,-c 18 t;u^;us, c,-c„ 

^SStXt Hn4 i ^i:C,-c,7;P3^->**«ttLfcc 1 -c ll 7;^;uaid«ff 
££&cte. c,-c 18 t;u^;us, c r c -Xtty - 1 Ko+y 

c,7 , ;i/3*^«»ufcc x -c ll T;p^**<«fc0fl t suvi. JWMNctt*^- 
x^;us, ^Dt;n. ^iwi/g, Hx->;ht, 

^x^jwak 9-kHn+->/-;H, 2, s-ytHn+^o^S, 2 
- / h^yX^JH. 2-t Kn*->- 3 h^^ntMUS, 9-^h^-> 

RH*. L 2 0ifi^X«^K^©T;U^U>S, £e>tctec*3tj&2 

3 



WO 00/61097 



PCT/JP00/01383 



*^i/>g, ^h^^u>m, <>9^u>m. ^\^-tt^^u>s, *?-)\, 

1 - ^^;uhu^^u>S, 2 -^^;i/h'J^^u>S, i, i-^^;n^- 

— KSC (1) K&^T* R 3 te. K*»2-3 4©aaxtt^KMOxffi«-fk 
fil-4flOZl»^srr57;^-l/>I*W$L<, raiS2~2 4 

& ^y?ti*^vym. vft>*^v>^ h'jT*/fi/>5. Tb^fti 

2- x^;i/hU^^ix>5, l-y^K^^^l/^, 2 

>S, 2, 3, 6- hU^5 1 ;u^y^^^u>S, 6-x^;u^pc^u>s, 
7 -^^;u^h^^^^i^>s> 7-x^;p^^*^^^>». 7, 12 

7, i o-v?^^;u-7-x^;u^itx*^^u>»> i-^-^^^->;ux^ 

W>g, 9, 10-y^f;^^f*/fU>I, 8, 9 -y7-M+it 
x£*^U>S> x^-lx>S, l -^-^3 7 T : im;Ux5 1 l/>S> 7. n-t 
^^^i>*X-U>S, 7 -X^~;U- 9 -^1tx#^P>S, 7, 12- 
v*3SU/-7, 1 1 - t^^r*yXZU>5, 8, ll-y7^-7, 11 
-t^^riJvX-Uyl, 9, lO-y'ti'f^-?, 

-U>S, 8, 9->>7Uh6, 1 0-^^1fT J ^^XXlx>S^^tf en 

4 



WO 00/61097 



PCT/JPOO/01383 



-7, 1 l-t^^f*v J X-^>S < 3" ^t^^I^S, ^-^^^5^U> 

Vic 

■HK3S (2) CiSHTR"!!, «*«kl 2-3 40)|«llXtt»tt«l©7;U*U 

T)lfr=.]/>m*ftl£L<* 7, 1 2-iS*^)l>*P*7 i t)* 1 ?U>& 7, 1 

$^©y7S HSIift (2) KSHT, W lC$f^L^fb-&^tt. -j&iC 
(2) tCR 1 , R J R^R 3, 7&^n^n±fBO^0 5 i P^U^i5Hoa$:m-&-&/S: 

T, Wc#*bWfr&ttM:, —jRSC (1) *<DR l . R 2 S.lXR 3 ^tl^-"n±IE(D 



5 



WO 00/61097 



PCT/JPOO/01383 




6 



WO 00/61097 



PCT/JP00/01383 




(J) 



O 




o 




(A) - (C) , (F) ~ (J) RZt (L) T&3o 



7 



WO 00/61097 



PCT/JP00/01383 



O O 

II , II . 
HO — C — R — C — OH + R 1 — O R— NH 2 

(4) < 5 > 

HO OH 

1 , I H 3 I' I •> , 

»- R — O — R — N — C — R — C — N — R-— O — R 

(1) 

a^f, mrn^m) tr$> (5) ^m-t^^ztiz^r). iwo^rs 
pmmw (i) WMic^ciiiTts. ici^wiLttt, ->*->^ 

Wtm, thU^^h^yF, th'J^xh^H. t e r t 

T= >m<DM&<D??&rF. &Z>Wtim&T. 3 P a ©M/ETC^S 

~2 5 Or-eSJ^^ii^^tW^LU. d©f£L 7$> (5) $y*J^>K 
(4) :m^£j£t£f£##K#LT5M, T&:b*> 2 MSft^LLffl^SCDjWi; 

^*5i<iifT-r^^T$f^LU. Z\<D£o\zLT&z>tLZ>i?TS.} i Mm& (1) 

'&%\(Djjmz£K> mm-? %z£$>t°%z>. d © =k ? l <=> n 3 ->*t 5 \*mm 
(i) it. Mnmwmmiz&mL. &nm<D*ft&m&i} t^vr-mmtt 

8 



WO 00/61097 



PCT/JPOO/01383 



m& (i) m^tTJisfeOT*?). &Emzm&L. ^miz^-zmmr 
*¥tw<Dftmmisj£mts ^vmmmmiz&uT, mm&®ftmmt<tmu\z 

w^«a0**^si, tarn ttamm. &mmm. nvv&im* 

&miZBCTmM&mT2> Z. 

jua, *u-mw. photbsj, s&jR^i, mum* fi*, wwsffitiafi^itT 

n&^a<, a*. JLfbmo&jt^ffljW©*^^!*, ±m^cDo. 001-501 
-rztii&vfcmftmmcDm&iziz, ±m<do. oi-5o%*^l<, ^-r 

9 



WO 00/61097 



PCT/JPOO/01383 



xm^2>(otf&\z&$.iu 0 
ttmoftmmm&to** mmBtmnrnm, &m<mmzit. tM*>*mm 

SO* Sit Setoff*. d£>-5*>> ztf'J t+ylf L/>7;^X-f 

;k #u**->x^u>iiBJteikr;wi'. v;nf^>flgj»Kx^^;k tfy** 
vx^u>yjuh*^>fliraxxx;k fflMMt^y^u-fc^ ^u-tru;ux 

-xJWO^-r^-^MSffiW^JfSLti. MfiS^+O. 0 1- 

2 0%. ^ICO. l-10%mLK 

Ttt&^a*, ->t>y-^i:abot«o. 001-5%, 'J>X. hu-h*> 
K 3>Tr>3t- X^-f U>^aWca5oT«0. 1-2 0%. A7'J + 

M^5-3 0%, »C1 0-2 0X**Jlp*LV>. 

it, MfiSWO. 1-50%. ^1:0. 5-2 0 %^'Jf^L^, 

10 



WO 00/61097 



PCT/JPOO/01383 



ttJWJi, ^JflfiJc*, o. 01-20%, #i:o. i ~5 %^$#-5z«h^iff^ 

Lis. 
SS&ftl 1 

(A) 

H^M> g^AfROTStSI^/: !7 5 X n 8, 13-/^ 
-X-f UltZl&v^^ (NttStiASI I P S - 2 2 MM) 1 5 0 g, v^U 3— 
;W7 = >1 5 9 gStto-HJ^A* h*->K7. 5 gSrtfc&*. MEET (2 0 
torr) 1 4 0*C-egiJ£LT< S^^/— ;HfeSisL*:3&«S, 5P*Mli#L&. S 

fb£$l2 0 0g («$9 8%) £#fco »&ftfcfb£i»l (A) 

'H-NMR(CDC1 3 , 5) ; 0.67-0. 91 (m, 6H), 0.93-1. 58 (m,26H), 

1.59-1. 76 (m,4H), 2. 17(t, J=7. 2Hz, 4H), 2. 72-3. 12 (m, 2H) . 
3. 33-3.52 (m,4H), 3. 52-3. 64 (m, 8H) , 3. 65-3. 85 (m, 4H) , 
6. 13-6. 56 (m, 2H). 
mm>\ 2-15 

(5) tLT«lS^*2lZ*rft^**fflV5fcJKntt*l«0yi <kW«tLTffc 

II 



WO 00/61097 PCT/JPOO/01383 

(B) ~ (O) ZmmLtz. ^y7$ KK»flcO«tt*»-&Tai&at*2 



12 



WO 00/61097 



PCT/JPOO/01383 



OC 

o 

cj^-Ccc 

! = LO 



— JwcO 
I— CM 



CO 



LOCO . 
^LO 

mm 



CO^ - 

« — co^ 

l . 
LTD -CO 

—5 coco 

y-s II 

-oo 

N/'CO 

r\fi^co— i 
I 3 ° 



OC 

csi- 



I CO 
CO - 



CO 
•Ceo 



coco 
CM-*r* 



22^ 

.ro 
to * ~co 



cm 




CM CO 



LO S 




OC 



co 

LO 



CO 

CO/- 



COCO 
LO— • 

ZJCOt^ 

LO - 



■HPS; 



.CO 

Ten 



co 



COCO 

.cm 



CO - 

— CM 



=^CM 

CO 

.OOO 
CO CM 

CO = l 

O ^0 



§5 ? 



co-sr= 

CM 



cn^r: 



O^Sco 

CO * ~— . 

co^-^co 

njgScoc-f 



oc • 
cooc 
.cc 



- 

y — " CO 

COCO 



CO 

CO CM 
" "l"— ■ 

, «v M 

to "~" 9 
<=iCM = 

■=f=t— ^cO 



LO 

A 
tit 



n 



I 

n 



a/ 

I 

n 



T 

n 



□ 

In 

at 

I ^ 
co!u 



I D 



1 .x 

CM^-A 

co.N-^ 



2 



if 

■PS 
_)'— - 



". -k— >KI2 
:>M 



CM 

m 
IB 



1 



<0 



— . 

A 



<n 



_^-^CM 



4W 



CO 

coflS 



I 1 

_^-iCM 

CM 



CO 
I XX— 



ni 



CO 



00 s 



f 



13 



WO 00/61097 PCT/JP00/0I383 





— * s 




oclo 
— o- 


oclo 


oclo 




c\iro 






^"5 










i). 








r^ - : 




— — c< 






LO — 


coo 

!>? 


LO~ : 
~.LO 


oooo 

< — LO 




CVJOO 
LO 








LO - 


LO . 
■*=T> — * 


LO .. 
— o 



.LO 
CO = i 

mSZ -to 

SP^ - 



co:= i 



— oo 

±* 

.LO 

OO CO=: 



=co 
=co 

~0 .00 

lo*~-* _ 



=ZCOCO 

CNJ . : 

^ U C75 

*~ -LO 
O — » 

LOCo""^ 
— ts: 

5T . - 

ro <^lo 

CJ>— 3 

✓ C=l .CO 

gel 

—CO 



.^o 

'.lo 



LO 



— .csi 

LO*^^ 

co .co 
C\J CO ; 

— — " LO 

..to™ 50 
JQ: -^f^o 



<DJ J -LO 



"toe 



co 



— LO 

OCLO 

LO ^ 



00 so 

»LO . 
LO .CO 
OJ V-j^ 

^^Jto - 



<t*o ! -.lO 



cooc 



loo 



LTD 

• OJ 

.oo . 



CO^LO 

^"^cd 

CO s*a 



OC- 

P<=>«~f= 

• E 
■His _-j=r, 



COO0 
t— LO 
^> . . 
rC=. -CO 



LO 



T 

n 



h 

I 

n 



T 

n 



□ 

^ 

I ^ 



□ 

-*-'</ 

i ^ 



D 

i ^ 



D"' 
I C 



trt>» «- 



4W 



A 
A 



4^ 



3 



A 
o 

A 
b 



^5 



rs 

n 

A 



o~: 



si 



*^ 

A 

en 

1 1 

n 
v 
H 



A 

n 

A 



A 

A 
A 



<D 



.a 

A 

A 
A 



<o 



14 



WO 00/61097 



PCT/JPOO/01383 



mmm 1 6 

-x-f Hit— K (KIWiaffiS IPS-22) 537g £ft&*, ^guTF, ft 
#Tl 8 0tTy^'j3-Jl,7$>3 8 1 g£4S#|BJjWT*TL&. H*fTF 
1!4WM. £S>fC2 0 0rT4&#|HBBU£Lfc. W±©STt.M«, 

£Lfc. #tt*T, T^^g^glCT, 2 0 013-0. 7PaO*fr?i*^S 
Bfc&U (A) 6 8 0 g (JR*8 6«) SgfeStfi^-^ h t LT»fc. $ 

SK. JKfefcSfcsiWfc:, *»6ttfc«lBfl:£*&2 o g£x*y-;u2 o. Og 
M1$e*0. 4 0 g£iJn*.T8 0 tT2»»M«*Wayi», iSte*£»8U 
U »tt£«JE»SM-*££K:«I:D, SSfe^— * h<Dtt&® (A) 19. 9g$ 
»&. 

SJjgtfil 1 7 

£tfc&*, SaM&arF. if#T2 0 0 < C"C ! > f ^Un-;UT5>l 0 0 1 g£4B$ 

U fl^fc (D) 141 Og OK2£9 8%) SSfi«fii:LT»fc. ^UT, M 
SSHfc£ 6 . 2 5 h U *A#»8c4 5 1 0 g* "bfrfcl^, tt^$f CD) 

1 0 8 5 g 0KSS7 6K) £fi-&*SI&£LT»fc. 
§SiS0iJ 1 8 

-X< DttXg (ffltt£gtt$i! IPS-22) lOOg *tta*» Jt 
#Tl 8 0t:T3 h^->y'nE^TS. >6 1 g*3WM36»^TfllTLfc. ffl 

15 



WO 00/61097 



PCT/JP00/01383 



*#tt 3 psmjt&fim, $e»tc2 o ovT~5mrnmj$,Ltza &,±<omTtm^ 

£Jt4l7?£> i^^J^C 3 - p< S^->yDtf;U7S >£i!&J£@£U $e,{ZX^-5 
>?£fr&oTl&£U (F) 13 7g (1R$9 9%) Mffi^-Xh 

tLT^fc. US (2 2 0t-0. 7-0. 3Pa) {t£® 

(F) 10 6g (iR$7 7%) ^ifi^hilTtl^ 

tt-mmm.j&M &*n?tLmmLtz. ±B&-vm*>ntz&ftmm®.f&%i 

tz, itsztLTv-tv xn&frbfczKmm (jt«iRi) \z~D^x>bmm(DU.%L 
w-m&'tt^tz, ^^^3{c^-r. 

(1) £.m?>y??>x 

3 7 , coia7fccT«fe^, *ss2 or. 1140 %<D&m-v2 o^p^^l 

Lfc. 

(2) )!)linX3 7 

wMn&mR-cmmL. Ttmmiz£<om%.vrz, ^zimw-^mTmLfzo 

0 : Ejinnzmsbu^. 

1 : 7^Tfr&M7r!*l£iSg>5. 

2 : MMtl&msbZ. 

3 : ^U^UM7a*'l£!S#>5. 

16 



WO 00/61097 



PCT/JP00/01383 



4 : ^£^IR5£n«:K«>*. 











i 


(A) 


28 


0.6 


*B9i«Hi 2 


(B) 


25 


0.9 


*^ n D D 3 


{k-B-tj (O 


21 


1.0 




ft-&#3 (D) 


30 


0.5 


*fg!f§n n n 5 


ft£^ (E) 


18 


1.0 


*«wa 6 


it&® (F) 


20 


1.2 


*9MA 7 


ffc-&4& (G) 


17 


1. 1 


#f69iffi 8 


<t&m (h) 


19 


1.3 




fl^$> (J) 


23 


0. 8 


*fg9§n D D 10 


fk-&«i! (D 


19 


1.3 




(N) 


18 


1.5 


(■7-fe'J ><Z>^) 




5 


2.7 



mmw i~i8 ltz vt s mifi oscs^^77>9 o^sa 

^ItWKS^SnHfijaWO^T^-f (Wister) mtttt^y h*«W 

17 



WO 00/61097 



PCT/JP00/01383 



(l) 

(2) M&®Jfc* 

3 7t:ofi7KT7u/ h <0tffi53:ifc8^. WSR&J»*«WJlO» Jg&KttE^-^ 
3c£±3IUC«3 7 KB q<D l4 C-itU^;US?^trU >^®*£^^lmL$UD 



18 



WO 00/61097 



PCT/JPOO/01383 



g4 









*$6"P?A12 


fc£#J (A) 


12 


572 


*fS9iAl3 


fc-fr* (B) 


12 


558 


*fgB8 n D nl4 


ffc£^ (C) 


21 


1685 




Yb-&#j (D) 


15 


997 




(E) 


25 


1772 




<t&® (F) 


20 


1487 


*»Wiftl8 


(G) 


16 


1096 


*»9IA19 


fb^-^j (H) 


23 


2036 




K&m ( I ) 


18 


1197 


*%HJn D D21 


\\L^m (j) 


21 


1490 


*5&§HA22 


(K) 


22 


1694 


*«9!A23 


(L) 


15 


705 


*«9JA24 


it^® (M) 


25 


2038 


4&91A25 


ffc-Stt (N) 


23 


1560 


*%bJd d d 26 


tt&m (o) 


27 


2476 


itt&D D n 2 




31 


2994 



*5B9IA 12-2 6H JfctfiEA 2 Cifc^Tgn7^&*#&ffc&tf&£©JK© 

19 



WO 00/61097 



PCT/JPOO/01383 



- 2 : 

- 1 : 

0 : fcifcH^fctr* 
+ 1 : ^>&V> 
+ 2 : 

«5 



m i& (%) 




-*f* 7L /J 6 O 


*^BJfli29 


it&Sh 3 




2 


2 


2 


2 














3 


3 


3 


3 


{t€r%) (A) 




1 








fb^ (D) 






1 






fb£$i (F) 








1 




tK 


























#fgHJ§o n D 27 






ttm& 3 






+ 1.4 


+ 1.2 


+ 1.6 


-0.4 






+ 1. z 


+ 1.6 


+ 1.8 


-0.5 





^fg^ft 2 7-2 9H JfcfeB, 3 lCjt^T€§^f;££o£O&#^£€§tc0 
HJStfJ 1 



20 



WO 00/61097 



PCT/JPOO/01383 



7 



(ffi J&) 


(%) 


(A) Xttft^ft (F) 


1 




1 




15 




4 




3 


=rj U > 


1 




0. 1 




1 


m n 













H«J 2 



21 



WO 00/61097 



PCT/JPOO/01383 



S8 





1 

1 (%) 


<t&® (D) XititS® (F) 


3.5 




2.0 




3.0 


*'Jt+yXf l/>(20)V^t'^> ; Ey7T7l/- h 


2. 1 




0. 9 


# »J yxf 1/ >®{b: t V vfa Cfc£ (80 177- >CH-40) 


1.0 


^y-r vxfTU ju^u-feu^x—r^ 


0.2 


8 6%^UiiU > 


5.0 




0.3 


7K 





fH2fS#J3 

mm^m±^. mj£<Dnn*m±'&WLtzo it&m (f) r^^i (a) 



19 





(%) 


# U vx^ V >(25) ^ ^ u ;ux- 




15 








^vtajiite^vx^y-^T^ h* 




3 


tt^l(A) Xtefl^J (F) 




2 






0.5 


e m 




w m 














22 



WO 00/61097 



PCT/JP00/01383 



MffiM4 

Lfco (D) (F) ttIB£14. E^SSfSttt«nTl^. 



351 0 



(tt A) 


(%) 


(D) Xttffrfrtt (F) 


1 


* u y^n e ix > (30) r^ji,x— r-;u 


15.0 




40.0 






» »■ 


0.3 



23 



WO 00/61097 



PCT/JP00/01383 



it & <o m a 

1. &<D-fiS>3; (1) : 

H 0 O H 

R — O — R — N — C-R 3 C— N— R 2 -0— R (1) 

E*3t& i~22 nmmjLK&GMcDi&itokmm&mi** r 2 «, j^nt& 1-12 

©itt«Xtt»ft«©-|i©^b7K****b» R 3 «. 1 ~- 4 2 ©HSBX 

3. R'*«, t KD^ylR^C-CeJJ^^ySA^llfnS 1 - 3fl^t 

»T*S»*« l X\t 2 3B«g(Z>*M!JS!l&J$«r. 

4. ^o—Ka: (1) : 

HO OH 

1 2 1 11 3 11 1 2 1 

R — O — R — N — C-R 3 C — N — R -O — R (1) 

OiS^xa^iKMcD-flfiO^TK^S^^L^ R 3 te, m^lSt l - 4 2 OitSix 

5. ;£<D— flSS; (1) : 



24 



WO 00/61097 



PCT/JPOO/01383 



HO OH 
, , I II , II I , 
R 1 — O— R— N C-R 3 C— N— R--0— R 1 (1) 

6. &<D— flS5£ (2) : 

HO OH 

1 2 1 11 3, 11 1 2 1 

R — O — R — N C — R C — N — R -O — R (2) 

©isaxtt^ttao— flfio«{k**ai*wL» r 3j ^ mmiki 1-4 2cdie$k 

0*3J§& 1-12 <M&&JLt&&m&(DT)l*r V >m~(:& D'. R 3, #l*3i& 12- 
3 4 <BI«HX«#IK«<&7;W* U >SX« 1 - 4l@0-fi^$:Wr5 T)^r~ 



25 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JPOO/01383 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 A61K 7/48, 7/00, 7/06, C07C 233/18 



According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 
Int. CI 7 A61K 7/00-7/50, C07C 233/18 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CA(STN) , REGISTRY (STN) , WPIDS (STN) 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 
A 



US, 3773056, A (Kalopissis et al . ) , 
20 November, 1973 (20.11.73), 

Columns 3, 9, 11, lines 15 to 26 (Family: none) 



JP, 10-218849, A (Kao Corporation) , 
18 August, 1998 (18.08.98), 
Claims (Family: none) 



1-3 
4-7 

1-7 



I | Further documents are listed in the continuation of Box C. Q See patent family annex. 



Special categories of cited documents: 

document defining the general state of the art which is not 

considered to be of particular relevance 

earlier document but published on or after the international filing 
date 

document which may throw doubts on priority claim(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

document referring to an oral disclosure, use, exhibition or other 
means 

document published prior to the international filing date but later 
than the priority date claimed 



"T* later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 

"X" document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

"Y" document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
10 May, 2000 (10.05.00) 



Date of mailing of the international search report 
23 may, 2000 (23. 05.00) 



Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 



Authorized officer 



Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1992) 



S&fflKS^ PCT/JPOO/01383 



a. &®(r>i&-i-zft&<oftm im&Mmtm a po ) 
Int. CI ' A61K 7/48, 7/00, 7/06, C07C 233/18 



afi&frofcS/NKJTO mmmMm (IPC) ) 
Int. CI ' A61K 7/00-7/50, C07C 233/18 



BE?.sra^t?ffiffl LfctE^— :*"<— * (9*— fSlECfefli Lfcfflfg) 

CA(STN), REGISTRY(STN), WPIDS(STN) 



c. mm-rzk&ibbttzxwi 



x 

A 



US, 3773056, A (Kalopissis et al.), 20. 11^. 1973 
(20.11.73). *3*s*9***ll**15-26fr 
( y 7 X V - 4- L ) 



JP, 10-218849, A (#.£#.£.<£•**), 18. KM. 19 9 8 
(18.08.98), #ftti4L<D&® (7r $ 'J-U) 



1-3 
4-7 

1-7 



B^L < li<&<Dl§»J/ia*5r5fllt-rsfc)<>^5lffl-r5 



r&j 3-/<f>h7rS V-X1& 



BWB£t*TUfcB 

10. 0 5. 0 0 


a »*re«*s B 23.05.00 


B^SWfF/T (I SA/J P) 
U®&$r 100-8915 


iSM (J§|) 
03-3581-1101 P 


4 C 


9 0 5 3 


3 4 5 2 



tgSCPCT/I SA/2 1 0 <J&2'*-5>> (1 9 98?7fl) 



